We claim: 

1. A compound of the formula 



H 




or a pharmaceutical ly acceptable salt thereof wherein: 

Rj is H; C l-4 alkyl; C 2 _ 4 alkyl substi/uted optionally with OH, halogen, 
alkoxy or C(=0)R 7 ; / 

R 2 is H; Cj.g alkyl; C 2 _ 8 alkyl substituted with OH, NR 5 R 6 , halogen, Cj_ 4 
alkoxy, C^alkoxyC^alko/y, 0C(=0)R 7 , or C(=0)R 7 ; C 3 . 7 alkenyl 
unsubstituted or substituted optionally with OH, NR 5 R 6 , or Cj_ 4 
alkoxy; C 3 _ 7 alkynyl unsj/bstituted or substituted optionally with C L - 
C 3 alkyl, C 1 -C 3 halo alkyl, OH, NR 5 R 6 , or C r . 4 alkoxy; alkyl 
substituted with phenyl or R 10 either of which can be unsubstituted 
or substituted opt/onally with C^alkyl, C r C 3 halo alkyl, OH, 
(CH 2 ) n NR 5 R 6 , halogei/, C 1-4 alkoxy, haloalkoxy, C(=0)R 7 , S(=0) m R 8 or 
S0 2 NR 5 R 6 , wherein i is 0 - 2 and n is 0 - 2; C 2 _ 4 alkoxy substituted 
optionally with I4R 5 R 6 , halogen, C 1-4 alkoxy, or C(=0)R 7 ; phenyl or R 10 
either of which/can be unsubstituted or substituted optionally with 
OH, (CH 2 ) n NR 5 R 6 /halogen, alkoxy, C 1-4 haloalkoxy, C(=0)R 7 , S(=0) m R 8 
or S0 2 NR 5 R 6 , wherein m is 0 - 2 and n is 0 - 2; provided that R x and 
R 2 cannot both be H; or R x and R 2 can be joined to form a saturated 
ring of 5/or 6 atoms selected from 0, S, C or N, such as, 
pyrrolidine, oxazolidine, thiomorphol ine, thiomorphol ine 1,1 dioxide, 
morpholine, piperazine, thiazolidine 1,1 dioxide, or 
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tetrahydrooxazine, which can be unsubsti tuted ojt substituted 
optionally on carbon with OH, NR 5 R 6 , halogen, C x _ 4 alkyky, C(=0)R 7 , C^g 
alkyl, C^g alkyl substituted optionally with OH, KR 5 R 6 , halogen, C 1-4 
alkoxy, C(=0)R 7 or on nitrogen with NR 5 R 6 , C 1-4 a/koxy, C(=0)R 7 , C^g 
alkyl or C 2 _ 6 alkyl substituted optionally with 
4 alkoxy or C(=0)R 7 ; 



NR 5 R 6 , halogen, Z x _ 



10 



R 3 is H; halogen; Cj_ 4 alkyl; C^ Q alkoxy; C 1-8 /alkyl thiol ; C 2 _ 8 alkoxy 
substituted optionally with OH, NR 5 R 6 , halogen, C x _ 4 alkoxy or C(=0)R 7 ; 
C 1-4 alkyl substituted optionally with R 4 /or R x and R 3 can be joined 
together with carbon atoms to form a ring of from 5 to 7 members in 
which said carbon atoms can be unsubsti/uted or substituted optionally 
with R,; 



R 4 is 




OH; C r _ 4 alkyl unsubstituted or substituted optionally with OH, NR 5 R 6 , 
halogen, C 2 _ 4 alkoxy or C(=0)R 7 ; alkoxy; C 2 _ 4 alkoxy substituted 

optionally with OH, NR 5 R 6 , halogen/ C t . 4 alkoxy or C(=0)R 7 ; NR 5 R 6 ; phenyl 
or R 10 either of which can be unsubstituted or substituted optionally 
with OH, (CH 2 ) n NR 5 R 6 , halogen, L_ A alkoxy, C 1-4 haloalkoxy, C(=0)R 7 , 
S(=0) R a or S0 2 NR 5 R 6 , wherein m /is 0 - 2 and n is 0 - 2; 



Provided that when G is S0 2 and R 3 /is in the 4 position and is H or halogen 
then R t and R 2 are not H,7c l-6 alkyl substituted optionally with OH, 



C^g alkoxy, C 2 _ 6 al kox^carbonyl , C 2 _ 6 alkenyl, phenyl, phenoxy, 



pyridyl, tetrahydrofur/l , C 2 _ 6 alkanoyl, C 2 _ 6 alkenyl, nor are they 
joined to form a 5, & or 7 member ring, saturated or unsaturated, 
comprised of atoms se/lected optionally from C, 0, S, N in which said 
nitrogen, when satu/ated, is substituted optionally with H or C^g 
alkyl or in which ysaid carbon is substituted optionally with C 1-6 
alkyl, Cj.g alkoxy for OH; and when R 3 is in the 5 position and is H, 
CI, Br, or C x _ 3 aVkyl then neither R x nor R 2 can be H or C 1-4 alkyl; 
and when G is C(^0) and in the 5- position and R 3 is H, then R x and 
R 2 cannot both pe CH, 



R 5 & R 6 are the same of different and are H; C 1-4 alkyl; C 2 . 4 alkyl substituted 
optional w with OH, halogen, C 1-4 alkoxy or C(=0)R 7 ; C x _ 4 alkoxy; 
C 2 _ 4 alkqfcy substituted optionally with OH, halogen, C 2 . 4 alkoxy 
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or C(=0)R 7 ; C 3 _ 7 alkenyl unsubsti tuted or substituted optionally 
with OH, NR 5 R 6 , or C 1-4 alkoxy; C 3 _ 7 alkyn/l unsubsti tuted or 
substituted optionally with OH, NR 5 R 6 , or c£ 4 alkoxy; C^alkylC^ 
5 cycloalkyl; C(=0)R 7 or R 5 and R 6 can be /joined to form a ring of 
5 or 6 atoms selected from 0, S, C o/ N, such as, pyrrolidine, 
oxazolidine, thiomorphol ine, th^omorphol ine 1,1 dioxide, 
morpholine, piperazine, or thiazoVidine 1,1-dioxide, which can be 
unsubstituted or substituted optionally on carbon with OH, (=0), 
halogen, C 1-4 alkoxy, Ct^OJR^/C^g alkyl, C^g alkyl substituted 
optionally with OH, haloge^ C 1-4 alkoxy, C(=0)R 7 or on nitrogen 
with C 1-4 alkoxy, C(=0)Rf, S(=0) m R 8 , alkyl or C 2 _ 6 alkyl 

substituted optionally/with OH, halogen, C x _ 4 alkoxy, C(=0)R 7 or 
on sulfur by (=0) m , wnerein m is 0 - 2; 

is C^q alkyl; C^g alkyl substituted optional ly with OH, NR 5 R 6 , halogen, C 1-4 
alkoxy or C(=0)R 9 ; cValkoxy; C 2 _ 4 alkoxy substituted optionally with 
OH, NR 5 R 6 , halogen oj/c^ alkoxy; NR 5 R 6 ; or phenyl or R 10 either of which 
can be unsubsti twtted or substituted optionally with OH, halogen, C x _ 3 
alkyl, haloalkoxy, (CH 2 ) n NR 5 R 6 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein n is 0 
or 1 and m is jO-2; 

8 is C 1-4 alkyl; p(_ 4 alkyl substituted optionally with OH, NR 5 R 6 , halogen, C 1-4 

alkoxy or M=0)R 7 ; 

9 is C 1M alkv/1; C w alkoxy; amino, alkylamino, or di-C^ alkylamino; 



10 is 



a/monocyclic ring system of 5 or 6 atoms composed of C, N, 0, and/or 
i, such as furan, thiophene, pyrrole, pyrazole, imidazole, triazole, 
tetrazole, oxazole, isoxazole, isothiazole, thiazole, thiadiazole, 
pyridine, pyrimidine, pyridazine, and pyrazine; and 



i/ C(=0) or S0 2 . 



The compound of Claim 1 wherein: R 3 is in the 4-position and GNR X R 2 is 
in the 5-position. 



The compound of Clarfm 2 wherein: 



R x is 



R 2 is 




H; C 1-4 alkyl; C 2 _ 4 alkyl substituted optionally with OH/halogen, C 1-4 
alkoxy or C(=0)R 7 ; 

H; C^q alkyl; C 2 . 8 alkyl substituted with 0H,/NR 5 R 6 , halogen, 
alkoxy, C 2 . 4 al koxyC^al koxy, 0C(=0)R 7 , or /C(=0)R 7 ; C 3 _ 7 alkenyl 
unsubstituted or substituted optionally/with OH, NR 5 R 6 , or C x . 4 
alkoxy; C 3 _ 7 alkynyl unsubstituted or substituted optionally with Cj- 
C 3 alkyl, q-Cghalo alkyl, OH, NR 5 R 6 ^ 
substituted with phenyl or R 10 eithf 
or substituted optionally with /C^al kyl , C r C 3 halo alkyl, OH, 
(CH 2 ) n NR 5 R 6 , halogen, C 1-4 alkoxy 'A. X _ A haloalkoxy, C(=0)R 7 , S(=0) m R 8 or 
S0 2 NR 5 R 6 , wherein misO-2a/dnisO-2; C ? . d alkoxy substituted 
optionally with NR 5 R 6 , hal 
either of which can be 



or Cj_ 4 alkoxy; alkyl 
of which can be unsubstituted 



tfibsti 



n, alkoxy, or C(=0)R 7 ; phenyl or R 10 
ituted or substituted optionally with 
OH, (CH 2 ) n NR 5 R 6 , halogen,/^ alkoxy, C x . 4 haloal koxy, C(=0)R 7 , S(=0) m R 8 
or S0 2 NR 5 R 6 , wherein m/is 0 - 2 and n is 0 - 2; provided that R 1 and 
R 2 cannot both be H'/or R x and R 2 can be joined to form a saturated 
ring of 5 or 6 /atoms selected from 0, S, C or N, such as, 
pyrrolidine, oxazolidine, thiomorphol ine, thiomorphol ine 1,1 dioxide, 
morpholine, /piperazine, thiazolidine 1,1 dioxide, or 
tetrahydrooxa/ine, which can be unsubstituted or substituted 
optionally o/ carbon with OH, NR 5 R B , halogen, C 1-4 alkoxy, C(=0)R 7 , C^g 
alkyl, C^g/alkyl substituted optionally with OH, NR 5 R 6 , halogen, C 1-4 
alkoxy, C/(=0)R 7 or on nitrogen with NR 5 R 6 , Cj_ 4 alkoxy, C(=0)R 7 , Z x _ & 
alkyl o/c 2 . 5 alkyl substituted optionally with OH, NR 5 R 6 , halogen, Z x _ 
alko/y or C(=0)R 7 ; 



is H; haflogen; Cj. 4 alkyl; alkoxy; alkyl thiol; C 2 _ 8 alkoxy 

subs/tituted optionally with OH, NR 5 R 6 , halogen, Cj. 4 alkoxy or C(=0)R 7 ; 
alkyl substituted optionally with R 4 . 

The compound of Claim 2 wherein: 



Rj and R 3 are joined together witl/carbpn) atoms to^-ftfrm a ring of from 5 to 
7 members in which said carbon atoflis^^eVunsiub«tTtuted or substituted with R„ 
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The compound of Claim 4 wherein: 



is H; alkyl; C 2 _ 4 alkyl substituted with^OH, NR 5 R 6 , halogen, Z y _ z alkoxy, 
C^alkoxyC^alkoxy, 0C(=0)R 7 , or C(=0XR^; phenyl, or R 10 , unsubstituted 
or substituted optionally with C(-C 3 alkyl, C 1 -C 3 halo alkyl, OH, 
(CH 2 ) n NR 5 R 6 , halogen, C x _ 4 alkoxy, g£ 4 haloalkoxy, C(=0)R 7 , S(=0) m R 8 or 
S0 2 NR 5 R 6 , wherein m is 0 - 2 and r/is 0 - 2; Cj_ 3 alkyl substituted with 
phenyl or R 10 either of which/can be unsubstituted or substituted 
optionally with C r C 3 alkyl, (y^halo alkyl OH, (CH 2 ) n NR 5 R 6 , halogen, C x . 4 
alkoxy, C 1-4 haloalkoxy, C(tO)R 7 , S(-0) r R. or S0„NR c R c , wherein in is 0 - 
2 and n is 0 - 2. 



The compound of Claim 5 wherein: 6 



S0 2 and 



NR 5 R 6 , 



alkoxy substituted optionally with OH, 

, 5 » 6 , phenyl, or R 10 unsubstituted 



is OH; C 2 . 4 alkoxy; C 2 _ 4 

halogen, C 1-4 alkoxy or C(=0)R 7 ; orf NR 5 R 
or substituted optionally with OW, (CH 2 ) n NR 5 R 6 , halogen, C^ alkoxy, C x . 4 
haloalkoxy, C(=0)R 7 , S(=0) m R 8 o/ S0 2 NR 5 R 6 , wherein m is 0 - 2 and n is 
0 - 2. 
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A compound of the formula 



H 




H; C 1-4 alkyl; C 2 _ 4 alkyl substituted optionally with OH, halogen, 
alkoxy or C(=0)R 7 ; / 

H; alkyl; C 2 _ 8 alkyl substituted with OH, NR 5 R 6 , halogen, C 1-4 

alkoxy, C 2 . 4 al koxyC 1 . 4 al koxy/ 0C(=0)R 7 , or C(=0)R 7 ; C 3 _ 7 alkenyl 
unsubstituted or substituted optionally with OH, NR 5 R 6 , or C y _ A 
alkoxy; C 3 _ 7 alkynyl unsubstituted or substituted optionally with OH, 
NR 5 R 6 , or C 1M alkoxy; /alkyl substituted with phenyl or R 10 either 
of which can be unsubst/tuted or substituted optionally with 
C 3 alkyl, C r C 3 halo alkyl/, OH, (CH 2 ) n NR 5 R 6 , halogen, C 1-4 alkoxy, C X _ A 
haloalkoxy, C(=0)R 7 , S{kO) m R Q or S0 2 NR 5 R 6 , wherein m is 0 - 2 and n is 
0 - 2; C 2 _ 4 alkoxy substituted optionally with NR 5 R 6 , halogen, 
alkoxy, or C(=0)R 7 ; phrenyl or R 10 either of which can be unsubstituted 
or substituted optionally with C r C 3 alkyl, C^halo alkyl, OH, 
(CH 2 ) n NR 5 R 6 , halogen/ alkoxy, haloalkoxy, C(=0)R 7 , S(=0) m R 8 or 
S0 2 NR 5 R 6 , wherein m/is 0 - 2 and n is 0 - 2; provided that R : and R 2 
cannot both be H; br R : and R 2 can be joined to form a saturated ring 
of 5 or 6 atoms Selected from 0, S, C or N, such as, pyrrolidine, 
oxazolidine, thigmorphol ine, thiomorphol ine 1,1 dioxide, morpholine, 
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# 




piperazine, thiazolidine 1,1 dioxide, or tetrahydrooxazin^, which can 
be unsubstituted or substituted optionally on carbon w/th OH, NR 5 R 6 , 
halogen, C 1-4 alkoxy, C(=0)R 7 , C^g alkyl, C 2 _ 6 aMl substituted 
optionally with OH, NR 5 R 6 , halogen, C 1-4 alkoxy, C(=0\/R 7 or on nitrogen 
with NR 5 R 6 , C 1-4 alkoxy, C(=0)R 7 , C^g alkyl or C^^/alkyl substituted 
optionally with OH, NR 5 R 6 , halogen, C x _ 4 alkoxy o/c(=0)R 7 ; 



R 3 is H; halogen; alkyl; C x _ 6 alkoxy; al/kyl thiol; C 2 _ 8 alkoxy 

substituted optionally with OH, NR 5 R 6 , halogen/ C x _ 4 alkoxy or C(=0)R 7 ; 



C 1-4 alkyl substituted optionally with R 4 ; or/ R x 



together with carbon atoms to form a ring 
which said carbon atoms can be unsubstitut€ 
with R„; 



and R 3 can be joined 
5f from 5 to 7 members in 
or substituted optionally 




is OH; C, , alkyl unsubstituted or substituted optionally with OH, NR 5 R 6 , 



'1-4 

halogen, C 1-4 alkoxy or C(=0)R 7 ; Alkoxy; C 2 _ 4 alkoxy substituted 
:ionally with OH, NR 5 R 6 , halogen, alkoxy or C(=0)R 7 ; NR 5 R 6 ; phenyl 

ituted or substituted optionally 
with OH, (CH 2 ) n NR 5 R 6 , halogen, C x _ J alkoxy, C 1-4 haloalkoxy, C(=0)R 7 , 
S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m is p - 2 and n is 0 - 2; 



Provided that when G 
then R 



is S0 o and R a 



R 5 & R 6 



and R 2 are not H, C^ 6 



is /in the 4 position and is H or halogen 
alkyl substituted optionally with OH, 



'1-6 



al koxy , C 2 _ 6 al koxyc^rbonyl , C 



2-6 



phenyl, phenoxy, 



2 _ 6 alkanoyl, C 2 _ 6 alkenyl, nor are they 



al kenyl , 

pyridyl, tetrahydrof uryl ,/ C 2 _ 6 alkanoyl, C 
joined to form a 5, 6 or 7 member ring, saturated or unsaturated, 
comprised of atoms sele/ted optionally from C, 0, S, N in which said 
nitrogen, when saturated, is substituted optionally with H or C x _ s 



alkyl or in which Sc 
alkyl , C^g alkoxy 
CI, Br, or alk 



id carbon is substituted optionally with C 



1-6 



OH; and when R 3 
then neither R, 



is in the 5 position and is H, 
nor R 2 can be H or C 1-4 alkyl; 



and when G is C(=0y) and in the 5 position and R 3 is is H then R x and 



R 2 cannot both b€ 



CH, 



are the same or different and are H; C t _ 4 alkyl; C 2 _ 4 alkyl substituted 
ith OH, halogen, C 1-4 alkoxy or C(=0)R 7 ; C X _ A alkoxy; 
iubstituted optionally with OH, halogen, C 1-4 alkoxy 
C 3 _ 7 alkenyl unsubstituted or substituted optionally 



optionally 
C 2 _ 4 alkoxy 
or C(=0)R 7 
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with OH, NR 5 R 6 , or alkoxy; C 3 . 7 alkynyl unatibstituted or 

substituted optionally with OH, NR 5 R 6 , or Cj_ 4 alkoxy; C^alkylCg. 
5 cycloalkyl; C(=0)R 7 or R 5 and R 6 can be joined/to form a ring of 
5 or 6 atoms selected from 0, S, C or N, su/h as, pyrrolidine, 
oxazolidine, thiomorphol ine, thiomorplrol ine 1,1 dioxide, 
morpholine, piperazine, thiazolidine 1,1-dioxide, or 
tetrahydrooxazine, which can be uns^rostituted or substituted 
optionally on carbon with OH, (=0) , halogen, alkoxy, C(=0)R 7 , 
C^e alkyl, C^g alkyl substituted optionally with OH, halogen, C x . 4 
alkoxy, C(=0)R 7 or on nitrogen wi/h C : _ 4 alkoxy, C(=0)R 7 , S(=0) m R 8 , 
Cj.g alkyl or C ? . e alkyl substituted optionally with OH, halogen, 




Cj_ 4 alkoxy, C(=0)R 7 or on sul/Fur by (=0) m , wherein m is 0 - 2; 

Cj.8 alkyl; C x _ s alkyl substituted /Optionally with OH, NR 5 R 6 , halogen, 

xy or C(=0)R 9 ; Cj_ 4 alkoxy ;/C 2 _ 4 alkoxy substituted optionally with 
OH, NR 5 R 6 , halogen or C 1-4 alkoxy; NR 5 R 6 ; or phenyl or R 10 either of which 
can be unsubstituted or sub/tituted optionally with OH, halogen, C U3 
alkyl, C^g haloalkoxy, (CH^) n NR 5 R 6 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein n is 0 
or 1 and m is 0-2; 



C 1-4 alkyl; C 2 . 4 alkyl substituted optionally with OH, NR 5 R 6 , halogen, C 1-4 
alkoxy or C(=0)R 7 ; 

Cj_ 4 alkyl; C 1-4 - alkoxy; amino, Cj_ 3 alkyl ami no, or di -C 1 _ 3 alkyl ami no; 

is a monocycl ic/ring system of 5 or 6 atoms composed of C, N, 0, and/or 
S, such as furan, thiophene, pyrrole, pyrazole, imidazole, triazole, 
tetrazole, /xazole, isoxazole, isothiazole, thiazole, thiadiazole, 
pyridine, rfyrimidine, pyridazine, and pyrazine; and 

S0 2 and /=0 provided that when G is C=0 then R x and R 3 are not joined 
together in a six member ring. 



The compound of 
in the 5-position 



on and GNR 1 R 2 is 



J 



The compound of Claim 8 wherein: 
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s H; Cl-4 alkyl; or C 2 _ 4 alkyl substituted optionally with Op, halogen, 
C^ alkoxy or C(=0)R 7 ; 



s H; C^g alkyl; C 2 _ 8 alkyl substituted with OH, NR 5 R 6 , halogen, C 1-4 alkoxy, 

alkenyl unsubstituted or 



C^alkoxyC^alkoxy, 0C(=0)R 7 ,or C(=0)R 7 , ~ 3 _ 7 

NR 5 R 6 , 



al koxy ; C 3 _ 7 al kyny 1 



C 

substituted optionally with OH, NR 5 R 6 , or 
unsubstituted or substituted optionally wit 
cA alkyl substituted with phenyl or R 10 which can be unsubstituted or 



OH, NR 5 R 6 , or C 1-4 alkoxy; 



substituted optionally with C r C 3 alkyl , / e i -C 3 halo alkyl , OH, (CH 2 ) n NR 5 R 6 , 
halogen, C t _ 4 alkoxy, haloalkox/f C(=0)R 7 , S(=0) m R 8 or S0 2 NR 5 R 6 , 



wherein m is 0 - 2 and n is 0 - 2/ C 2 . 4 alkoxy substituted optionally 



with NR 5 R 6 , halogen, alkoxy, of C(=0)R 7 ; phenyl, or R 10 unsubstituted 
or substituted optionally w;rth C 1 -C 3 alkyl, C r C 3 halo alkyl, OH, 

S(=0) m R 8 or 



(CH 2 ) n NR 5 R 6 , halogen, Cj_ 4 al/oxy, C X . A haloalkoxy, C(=0)R 7 
S0 2 NR 5 R 6 , wherein m is 0-2 And n is 0 - 2; provided that R x and R 2 cannot 
both be H; or R x and Rg/Can be joined to form a saturated ring of 5 or 
6 atoms selected from 0, S, C or N which can be unsubstituted or 
substituted optionally on carbon with OH, NR 5 R 6 , halogen, Cj_ 4 alkoxy, 
C(=0)R 7 , Cj.g alk/l, alkyl substituted optionally with OH, NR 5 R 6 , 



halogen, C^^koxy, C(=0)R 7 or on nitrogen with 
C(=0)R 7 , C x 
halogen, C 



NR 5 R 6 , 



'1-4 



alkoxy, 



'alkyl or C 2 _ 6 alkyl substituted optionally with OH, NR 5 R 6 , 
_ 4 alkoxy or C(=0)R 7 ; 



H; halrfgen; C 1-4 alkyl; C^g alkoxy, C 1-8 alkyl thiol, C 2 _ 8 alkoxy 
subst/tuted optionally with OH, NR 5 R 6 , halogen, G x _ 4 alkoxy or C(=0)R 7 ; 



or 



ri-4 



alkyl substituted optionally with R 4 . 

/. 



The compound of Claim 8 wherein 



R x and R 3 are joined together v/ityca^on atoms to form^-ring of from 
5 to 7 members in which saW^arfbon atoms^-areunsubstituted or 



substituted with R 4 . 

/ 

The compound of Claim 10 whereii 



s H; alkyl; C 2 . 4 alkyl substituted with OH, NR 5 R 6 , halogen, C x _ 2 alkoxy, 
C^alkoxyCj^al koxy, OC(=0)R/, or C(=0)R 7 ; C^ alkyl substituted with 
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phenyl or R 10 group either of which can be unsubstitij#ed or substituted 
optionally with C 1 -C 3 alkyl, C 1 -C 3 halo alkyl, OH^^fcH^NRjRg, halogen, 
alkoxy, C 1 . 4 haloalkoxy, C(=0)R 7 , S(=0LR£or S0 2 NR 5 R 6 , wherein m is 
0, - 2 and n is 0 ■ 2; phenyl or jr"R 10 either of which can be 
unsubstituted or substituted optionally with Cj-C^alkyl, Cj-t^halo 
alkyl, OH, (CH 2 ) n NR 5 R 6 , halogejj-^C^ alkoxy, Cj_ 4 haloalkoxy, C(=0)R 7 , 
S(=0) m R 8 or S0 2 NR 5 R 6 , wher&thm is 0 - 2 and n is 0 - 2. 



12. The compound of Clai 



wherein: 



and 



R 4 is 



OH; C 1-4 alkoxy; C 9 _ A alkoxy subst/tuted optionally with OH, 



'2-4 



NR 5 R 6 , 



halogen, C x _ 4 alkoxy or C(=0)R 7 ; or/NR 5 R 6 ; phenyl, or R 10 , unsubstituted 
or substituted optionally with 0H/(CH 2 ) n NR 5 R 6 , halogen, alkoxy, 
haloalkoxy, C(=0)R 7 , S(=0) m R 8 of S0„NR c R c , wherein m is 0-2 and n is 0 



- 2. 



13. A compound of the formula 



>l— G- 



R2 



-S0 2 NH2 



or a pharmaceutical ly acceptable salt thereof wherein: 



'IS 



H; Cj_ 4 alkyl ; C 2 . 4 alkyl 
alkoxy or C(=0)R 7 ; 



)stituted optionally with OH, halogen, C x _ 4 



R 2 is 



NR 5 R 6 , 



halogen, 

C, 



1-4 



H; Cj.g alkyl; C 2 . 8 alky/l substituted with OH, 

alkoxy, C^alkoxyC^aTkoxy, 0C(=0)R 7 , or C(=0)R 7 ; C 3 . 7 alkenyl 
unsubstituted or substituted optionally with OH, NR 5 R 6 , or 
alkoxy; C 3 . 7 alkynyl u/substituted or substituted optionally with OH, 



NR 5 R 6 , 



or alkoxy;/ 



alkyl substituted with phenyl or R 10 either 
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of which can be unsubstituted or substituted optionally with C 1 - 
C 3 alkyl, Cj-^halo alkyl, OH, (CH 2 ) n NR 5 R 6 , halogen, c/ 4 alkoxy, 
haloalkoxy, C(=0)R 7 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m ib 0 - 2 and n is 
0-2; C 2 _ 4 alkoxy substituted optionally with NR 5 R 6 , halogen, C 1-4 
alkoxy, or C(=0)R 7 ; phenyl or R 10 either of which can/ be unsubstituted 
or substituted optionally with C^-Cgalkyl, Cj-^halo alkyl, OH, 
(CH 2 ) n NR 5 R 6 , halogen, alkoxy, C 1-4 haloal koxy, M=0)R 7 , S(=0) m R 8 or 
S0 2 NR 5 R 6 , wherein m is 0 - 2 and n is 0 - 2; provided that R 1 and R 2 
cannot both be H; / 

is H; halogen; C x _ 4 alkyl; C u8 alkoxy; C^g a/kyl thiol; C 2 . 8 alkoxy 
substituted optionally with OH, NR 5 R 6 , halogen/ alkoxy or C(=0)R 7 ; 
Ci. 4 alkyl substituted optionally with R 4 ; oy R t and R 3 can be joined 
together with carbon atoms to form a ring of from 5 to 7 members in 
which said carbon atoms can be unsubstituted or substituted optionally 
with R 4 ; / 

is^OH; C 1-4 alkyl unsubstituted or substituted optionally with OH, NR 5 R 6 , 
halogen, alkoxy or C(=0)R 7 ; Cj_ 4 /lkoxy; C 2 . 4 alkoxy substituted 
optionally with OH, NR 5 R 6 , halogen, C^/ alkoxy or C(=0)R 7 ; NR 5 R 6 ; phenyl 
or R 10 either of which can be unsubstituted or substituted optionally 
with OH, (CH 2 ) n NR 5 R 6 , halogen, /alkoxy, Cj. 4 haloalkoxy, C(=0)R 7 , 
S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m is Of- 2 and n is 0 - 2; provided that 
when R 3 is in the 5 position and/ is H, CI, Br, or C 1 _ 13 alkyl then 
neither R r nor R 2 can be H or /alkyl; 

& R 6 are the same or different and/are H; alkyl; C 2 . 4 alkyl substituted 
optionally with OH, haldgen, alkoxy or C(=0)R 7 ; alkoxy; 
C 2 . 4 alkoxy substituted/optionally with OH, halogen, alkoxy 
or C(=0)R 7 ; C 3 . 7 alken/l unsubstituted or substituted optionally 
with OH, NR 5 R 6 , or L_ A alkoxy; C 3 _ 7 alkynyl unsubstituted or 
substituted optiona/ly with OH, NR 5 R 6 , or C r _ 4 alkoxy; Cj_ 2 alkylC 3 . 
5 cycloalkyl; C(=0)B1 7 or R 5 and R 6 can be joined to form a ring of 
5 or 6 atoms selected from 0, S, C or N, such as, pyrrolidine, 
oxazolidine, tl/iomorphol ine, thiomorphol ine 1,1 dioxide, 
morpholine, piperazine, or thiazolidine 1,1-dioxide which can be 
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unsubstituted or substituted optionally on ca/bon with OH, (=0) , 
halogen, C 1-4 alkoxy, C(=0)R 7 , C x _ s alkyl, c£ 6 alkyl substituted 
optionally with OH, halogen, Cj_ 4 al koxy/i C(=0)R 7 or on nitrogen 
with alkoxy, C(=0)R 7 , S(=0) B R 8 , /f^ alkyl or C 2 . 6 alkyl 

substituted optionally with OH, halogen, C^ A alkoxy, C(=0)R 7 or 
on sulfur by (=0) m , wherein m is Or - 2; 

Cj.g alkyl; alkyl substituted optional ly with OH, NR 5 R 6 , halogen, Cj_ 4 
alkoxy or C(=0)R 9 ; C 1-4 alkoxy; alkoxy substituted optionally with 
OH, NR 5 R 6 , halogen or Cj. 4 al koxy/T NR 5 R 6 ; or phenyl or R 10 either of which 
can be unsubstituted or substituted optionally with OH, halogen, C x _ 3 
yl, haloalkoxy, (CIV) n NR 5 R 6 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein n is 0 
or 1 and m is 0-2; / 

C l-4 alkyl; C 2 . 4 alkyl Substituted optionally with OH, NR 5 R 6 , halogen, 
alkoxy or C(=0)R 7 ; / 

Cj. 4 alkyl; C^/alkoxy; amino, C t _ 3 alkyl ami no, or di-C^ alkyl ami no; 

s a monocyclic ring system of 5 or 6 atoms composed of C, N, 0, and/or 
S, suon as furan, thiophene, pyrrole, pyrazole, imidazole, triazole, 
tetyazole, oxazole, isoxazole, isothiazo.le, thiazole, thiadiazole, 
py/idine, pyrimidine, pyridazine, and pyrazine; and 

so/ / 

The compound of Clain/l3 wherein^ d( is in the 4-position and GNR X R 2 is 
in the 5-position. / /^f~\ 
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15. The compound of Claim 14 wherein: 

R x is H; C 1-4 alkyl; or C 2 _ 4 alkyl substituted optionally with OH, halogen, C 1-4 
alkoxy or C(=0)R 7 ; ^ 



15 



R 2 is H; C 1-4 alkyl; C 2 _ 4 alkyl substituted wtfth OH, NR 5 R 6 , halogen, C 1-2 alkoxy, 




C^alkoxyC^alkoxy, 0C(=0)R 7 ,or W=0)R 7 ; phenyl, or R 10 
or substituted optionally wi 



unsubstituted 
alkyl, OH, 



C r C 3 alkyl , C 1 -C 3 halo 
(CH 9 ) n NR s R fi , halogen, C^ 4 alkp5cy, C 1-4 haloalkoxy, C(=0)R 7 , S(=0) m R 8 or 

and n is 0 - 2; Cj_ 3 alkyl substituted with 



S0 2 NR 5 R 6 



wherein m is 0 



phenyl or R 10 either 
optionally with 
C w alkoxy, C t _ 4 hal< 
0-2 and n is 0 



of/which can be unsubstituted or substituted 
kyl, C 1 -C 3 halo alkyl, OH, (CH 2 ) n NR 5 R 6 , halogen, 
lkoxy, C(=0)R 7 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m is 



H; halogen;/^ alkyl; C^g alkoxy; alkylthiol; C 2-8 alkoxy 



'1-8 



substituted^ optionally with OH, NR 5 R 6 , halogen, C 1-4 alkoxy or C(=0)R 7 ; 
Ci a alk^r substituted optionally with R 



4* 



16. The compound of CTaim 14 wherein 



Tail 
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R 1 and R 3 are joined together with Cc^rbon atoms to form a ring of from 
5 to 7 members in which said ca/rbon atoms are unsubstituted or 
substituted with R-. 



17. The compound of Cl^afim 16 wherein: 
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R 2 is H; C 1-4 alkyl; C 2 _ 4 alkyl substi tuMH^Hh OH, NR 5 R 6 , halogen, C 1-2 alkoxy, 



C 2 _ 4 alkoxyC 1 _ 4 alkoxy, 0C(=0)R 7 /or/ C(=0VR 7 ; phenyl, or R 10 , unsubstituted 
or substituted optionally / wi^h $f-C 3 alkyl, Cj-C^hal^-al kyl , OH, 



halogen, C 1-4 al^oxA 



(CH 2 ) n NR 5 R 6 
S0 2 NR 5 R 6 , wherein m is 0 



- 2 aruT n is 0^=- 



haloalkoxy^e(=0)R 7 , S(-0) m R 8 or 
C x _ 3 alkyl substituted with 



phenyl or R 10 either of which can be unsubstituted or substituted 
optionally with C r C 3 al kyl , /^-C^alo al kyl , OH, (CH 2 ) n NR 5 R 6 , halogen, 
C 1-4 alkoxy, C 1-4 haloalkoxy, /C(=0)R 7 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m is 
0 - 2 and n is 0 - 2. 



18. The compound of Claim 17 wherein: / 

R 4 is OH; Cj_ 4 alkoxy; C 2 . 4 alkoxy substituted optionally with OH, NR 5 R 6 , 
halogen, alkoxy or C(=0)R 7 ; or NR 5 R 6 ; phenyl, or R 10 , unsubstituted 
or substituted optionally with OH, |CH 2 ) n NR 5 R 6 , halogen, C 1-4 alkoxy, 
haloalkoxy, C(=0)R 7 , S(=0) m R 8 or S0 2 NR 5 R 6 , wherein m is 0 - 2 and n is 
0-2. / 

19. A compound selected from the group consisting of: 

R-(+)-4-Ethylamino-3,4-dihydro-2J(3-methoxy)propyl-2H-thieno[3,2- 
e]-l,2-thiazine-6-sulfonamide-lJl -dioxide hydrochloride; 

(R)-4-Ethylamino-2-(4-methoxy-phfenyl)-3,4-dihydro-2H-thieno[3,2- 
e]-l,2-thiazine-6-sulfonamide ]j,l-dioxide hydrochloride; 

(R)-4-Ethylamino-3,4-dihydro-2-j(3-methoxy-phenyl)-2H-thieno[3,2- 
e]-l,2-thiazine-6-sulfonamide Ll-dioxide hydrochloride; 

(R)-4-Ethylamino-2-(4-hydroxy-Jhenyl)-3,4-dihydro-2H-thieno[3,2- 
e] -1, 2- thiazine-6-sulfonami del 1,1 -dioxide hydrochloride; 

(R)-4-Ethyl ami no-3,4-di hydro-2- (3-hydroxy-phenyl)-2H-thieno[3, 2- 
e]-l,2-thiazine-6-sulfonamidfe 1,1-dioxide hydrochloride; 

(R) -4- Ethyl ami no -3, 4 -di hydro- 2- (4 -hydroxy- phenyl methyl ) -2H- 
thieno[3,2-e]-l,2-thiazine-6-sulfon amide 1,1-di oxide 
hydrochloride; / 

(R)-4-Ethylamino-3,4-dihjdro-2-(3-methoxy-phenylmethyl )-2H- 
thieno[3,2-e]-l ,2- thiafcine-6- sulfonamide 1, 1 -dioxide 
hydrochloride; / 

R- (+) -3 , 4-Di hydro-2- (4-m4thoxybutyl ) -4-propyl ami no-2H-thieno[3 , 2- 
e]-l,2-thiazine-6-sulforyamide 1,1-dioxide hydrochloride; 

R-(+)-4-Ethylamino-3,4-cfi hydro-2- (4-methoxybutyl ) -2H-thieno[3, 2- 
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e]-l,2-thiazine-6-sulfonamide 1, 1-dioxide hydj^aclfforide; 

R- (+) -4-Ethyl ami no-3, 4-di hydro-2- (2^rr£thyl propyl ) -2H-thieno[3,2- 
e] - 1, 2 -thiazine-6-sulfonamid|x*7l -dioxide hydrochloride; 

R-(+) -4-Ethyl ami no^3<^dihydro-2-(6-hydroxyhexyl )-2H-thieno[3,2-e]-l,2- 
thia2ine-6-sul^(^namide 1, 1-dioxide hydrochloride; 

R-3>^Kbi hydro- 2- (3 -hydroxy propyl ) - 4- (2 -methyl propyl )amino-2H- 
neno[3,2-e]-l,2-thiazine-6-sulfonamide 1,1 -dioxide hydrochloride 
hemi hydrate. 



^2eT^ A formulation for controlling intraocular pressure comprising a 

therapeutically effective amount of the compund of Claim 1 in a 
pharmaceutical ly acceptable carrier. 

21. A formulation for controlling intrao£iutar pressure comprising a 

therapeutically effective amount of t)re ^rojrtpund of Claim 7 in a 
pharmaceutical ly acceptable carrier. 



22. A formulation for controlling Anty^os^rir pressure comprising a 
therapeutically effective amount <j$*^t$e compund of Cla^m 13 in a 
pharmaceutical ly acceptable carrier. 

^2-3^ A formulation for controlling intraocular pressure comprising a 
therapeutically effective amount of the compund of Cla^fm CAQ*' in a 
pharmaceutical ly acceptable carrier. 

W r £ 

-2-4^ The formulation of Claim _2€r wherein the compound concentration is 
between 0.1 and 10% by weight. 



25. The formulation of Cl^im 21 where, 
between 0.1 and 10% by weight. 

26. The formulation of Claim 22 
between 0.1 and 10% by weight. 




e compound concentration is 



e compound concentration is 



^tgf^ The formulation of Claim ^26^wherein the compound concentration is 



between 0.1 and 10% by weight. 



The formulation of Cl/im ^24^wherein the compound concentration is 
between 0.1 and 10% by weight. 



J&T 0 * A method for controlling intraocular pressure which comprises topically 
administering to the affected eye a therapeutically effective amount of the 
compound of Claij/i 1. 




which comprises topically 
y effective amount of the 



30. A method for controlling intraocular 
administering y) the affected eye a thera 
compound of Claim 7. 

31. A method for controlling intrao 
administering to the affected eye a 
compound of Claijtf 13. 

A method for controlling intraocular pressure which comprises topically 
administering to the affected eye a therapeutically effective amount of the 
compound of Claim^^T 



hich comprises topically 
ly effective amount of the 
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